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ABSTRACT 

NEW MATERIAL: 4 -Phenyl -2 - (1 -piperazinyl ) quinazoline 
pharmacologically permissible salt. 



of formula and its 



USE: An antidepressant, etc. It has higher antireserpine activity than 
2- (4-methyl-l- piperazinyl) -4 -phenylquinazoline or commercialized 

imipramine. PROCESS : 2 -Chloro-4 -phenylquinazoline is made to react with 
anhydrous piperazine by heating to afford the compound of formula. 
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XRAM ACC No: C1994-054613 
Use of phosphodiesterase IV inhibitor, esp. rolipram - as smooth muscle 
relaxant in urogenital and gastrointestinal disorders, e.g. kidney, ureter 
and gall stones, and as diagnostic aid 

Patent Assignee: FORSSMANN W (FORS-I) ; FORSSMANN W G (FORS-I) ; SCHERING 
AG (SCHD) 
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PCT Application WO 1993DE892 
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PCT Application WO 1993DE892 
Based on OPI patent EP 660711 
Based on OPI patent WO 1994006423 
Application EP 1993920652 
Based on OPI patent EP 660711 
Continuation of application WO 

Continuation of application US 

Division of application US 1997937590 

Division of patent US 5891904 
JP 3559282 B2 JA 8 PCT Application WO 1993DE892 

Previously issued patent JP 08501538 

Based on OPI patent WO 1994006423 

Alerting Abstract WO Al 

Motility and peristalsis of hollow organs of the urogenital and 
gastrointestinal tract is modulated by admin, of a phosphodiesterase IV 
inhibitor (I) or salt. Use of (I) as a diagnostic aid is also claimed. (I) 
is esp. racemic or optically active rolipram which is known from US 4193626 
and WO 9206077. Other suitable cpds . (I) are: denbuf ylline ; tibenelast; 
nitraquazone; etazolate; zardaverine; 4- ( (3 -butoxy-4 -methoxyphenyl ) 
methyl) ) -2 - imidazolidinone ; 6- (3 , 6-dihydro-6-methyl-2-oxo 
-2H-1, 3 , 4-thiadiazin-5-yl) -1- (3 , 4 -dimethoxybenzoyl) - 
1,2,3 , 4- tetrahydro-4 , 4 - dimethylquinoline; N-hydroxy-5 , 6-dimethoxy 
-benzo(b) thiophene-2- carboximidate ; and 2 -amino -6 -methyl -4 -propyl- (1,2,4) 
triazolo (1 , 5 -a) pyrimidin-5 (4H) -one . 

USE/ADVANTAGE - (I) are used esp. to treat kidney, ureter and gall stones 
where, by virtue of their smooth muscle relaxant activity, they facilitate 
expulsion of the stones and thus prevent or alleviate associated colic. 
They may also be used to treat irritable colon and stomach cramps. 
Diagnosis of these conditions by X-ray, ultrasound and NMR is also improved 
when (I) are administered prior to, simultaneously with or after 
conventional contrast agents. Admin, can be by the oral, parenteral (e.g. 
i.v. or intraluminar) or topical (intraureteral ) route using conventional 
formulations. Pref. formulations are solns . , esp. aq. solns. and partic. 
isotonic solns., and suspensions. In contrast to known smooth muscle 
relaxants such as papaverine, (I) provide effective therapy without 
undesired side effects such as a fall in blood pressure and nausea. 



ES 2132254 T3 ES 

US 6083483 A EN 

1993DE892 

1995403823 



http://www.dialogclassic.com/main.vmgw 



12/4/2006 



©Int. CI. 3 
C 07 D 239/84 
// A 61 K 31/505 



© B*s$smr cjp) © # # m m & m 

© & US ft rF ^ fR < A > 0S56— 92875 

awuie^ Jrrtsa#^ ©4MB BSfn56^(i98i) 7327s 

6670-4 C 

A A J 6617-4C 1 

(£ 2 H) 



@2-r s /*^/'J vS§*# 

®ft §S BS54-172434 

@tB IS 0854(1979)12^ 27 B 

@5ft W * 



K«ffiH^H#iirrii#i5^ 
*RTF*EitlW 3 T S 25#«ii 



§g «a © 

4 -.7X^A--2-( 1 - * 7 ^ - » > + 




( I ) 



#U#§*i& 3, 305, 553^Ktt> XftW<Dit&W 



, sum rem & i *>* fctr -f^/H 

t £ JLffi L7to 0I<£ n Life Sci. 2, 725(1963) 

too & &wt&&^ * zfov-t/i, extern 

(ftUTfeKft-f Zfetfiftm ) © ed 50 *i O.K^K? 
£ 2 - ( 4 ~ > ^ ^ - 1 - '^-^ ) - 4 - 

t&ju *3gw©ffc^4fc©#attJtK&(ttffc^ife 

©i& 6 0 f£T'£>0/t 0 ^^^t^ 7|JflK©HSl^£i 5 
^>$\t.*>h -f ^7'7^C ED so (r± 21.5 m&SKf -C $> 



- 1 - 



- 2 - 



-2) o 

5* ( I ) Oi^ttts tfBH&tta* 3, 305,553# 

om (mm , ^it^mm , mm , yv&^o&fcs 

KT-c 7 ^ v 8.6 ? Lx 1^20-C ©faf&J; 

T7«fffiIlttftL^*N ykZtiQJLX®** < Dig L 

^(t$a?Ls if* ^ o * xjisjutg 

~ 3 - 



RBHBB56- 92875(2) 

ML^ v -h # »<D * 7 ± f * ^ I 7 y ? < - K 
#to 1 # > * ^ p p "C^ffi-j" h 

^rP^Ls ^ * -/ X D LX § ftMfc*<|fc 

© *£fl*J£ 2.4 ? S:W &o J&>& 2 44 - 2 4 7 'C 



s A n # ^ \® f& 



-852— 



